2.^0 [ BY 



(19)B*Ot*2W (J P) 



(12) m ^ (A) 



(SDInt.Ci.' 
C 0 7 D 401/12 
A 6 1 K 31/40 
31/435 
31/445 
31/495 



2 0 9 

ACJ- 
AED 
ACD 



F I 



#^¥7-258250 

(43)i:^D^B 7 ^(1995)10^ 9B 



mmn^ is*is<d?si ol (± 28 m) g^Mfc^< 



(21)fcB^S^ 






000006677 


(22)dl^B 








Vi5g6^(l994) 3^25H 




B 2ts:*g:i*:rr 2 T e 3 Sll^ 






(72) ^B^^ 


tl"F^ IS 








3^i;^i^:|tffiSlP^«Prft.^^^7 - 9-14 






(72) ^B^^ 


F^M 
















— 5SiS230 






(72)5? 










^ISiir-p < rfiZlf?:)^ 2-5-9 ;u— 5 








— ^a^337 






(74)ftSA 


— :sp (^1^2«) 











(54) mmo:>^m xx7^;ust^^^ 



(57) 

m^i ^ (I) 



S, mfai~4. nttl~4. m+ n « 3 ~ 5 TOSS:. 
it's. ^®Ryf»^®tco«^|^SXtt»5#i<0^g&XHi^3S 




tSOXtil. p + qHlXti2. A^«. ^ (II a) CO 



\ 



(I la) 



ZliN-R> XttN' (R' ' ) R2 . Q- Tjn^nS 



(2) 



^m¥7 -258250 



ft r 




0) 




l(CH2), f 
(CH2)JjCH2h 



10 



p + qt^l7iM2) A^fi, TIB— ®S (I I a) , 
(I I b) Xti (I I c)'cO{5Itl7Si^T^$ns, 

[{t:2] 

(CH2)rn i^^2)m 

(CHJ. ,na) (lib) 



(I'c) 

Z : N-R^XtiN* (R^«) - Q-T^^n^S. 

Q-. : ^<:^->. m : 1 73^S4cdS3$, n : 17bW.4 0 
S^S, (ML. m+nti ST^^SSCOSSSCTS-So ) I : 
1 Tjm 3 CDSIg:, (fi U m+ 3 Tbm 5 collSTfe 
^o) r, s, t : 07!;S3 coSSfc. r + s + t : 2X 

US, R* : 7fc#SM^. xtt, ^-b 

-R^-c^$n^s. R»« : te^7';u=^;us, xti. ^ 

-B-R^-r^^n^S, R2 : B:^ 
;KT;1-^-1/>S. R^ : ^t^-dD^^^: 1 7!jM2{®'&W 

^tiTt^^T t)ckt^^:7 jL - JUS, -r>T^-;i/S. 

[0 0 0 1 ] 
[0 0 0 2] 



^J]5Jllftfflin?l, nm. ^& 

(0 0 0 3] ±ISAX;^U>SSf^MfiT:f^^^&W-r^fk 

^(c5s«W(cf§$tr^fb^4*j;:^^m^^nTt.i^ (gb- 

2 2 4 9 0 9 3, 1-131145 m&.tf^mW- 

3- 1 3 3 9 8 O^^L^m) o 
[0 0 0 4] 

iSfOtt^Wb. ;&^^AX;^'J>M3§^^JStr[f^ffl^=& 
[0 0 0 5] 

(^H^^S^f ^fc*:)O^S] ±t5A7; 

[0 0 0 6] 
lit 3^ 






0) 



[0 0 0 7] ({HL, ^^(DtE^\t&.~f(OM^^'7J^'r. 



Y : I 
1, ({au, 
(I I a) . 

[0 0 0 8] 
[<k4] 



p : 1 7!;^2, q : 0 7!;^ 
p + q^il7!;S2) A^fi, Tia — 
(lib) Xti (lie) (7){5in7b^-e^$ 



3 




(lie) 



[0 0 0 9] Z : N-R»XtSN* (R^O • Q* Tth 

-SS. Q- : l§'1'^>, m : 17!?S4<OSig:. n : lib 
^4<^Sig:, ({HL, m H- n 3 7!?M 5 CDSSS-Cfe 
) 1 : 17!^M3<^S&, ({1 m4. Hi 3 73^^ 5 
^^SKTS>^o ) r, s. t : 07!?M3coSS:. r 4- s 
+ t : 2Xfi3. R» : X 
fi, ^-B-R^.T^$n^S, R^* : fiSy;U+;U 
S, Xfi, ^-B-R^T'^^tl^S, R2 i^gSZJU^ 

>m. X^i{£ISZ;U=^--U>S, R3 :^5^am^^l 

P7^U7!^M2-C, q75^0 7!^Sl,T*oT. T^^O, p + q 
1 7!jS2T'*^<hl.^3C<hti, PT^^UT^oT. qTi^ 
0TS^^-<7)^^i, P7&<2TS>oT, q7:>^0Tfe-5 

KiJ>XX5";U^i§^ (Ilia) ^jic*-r-5. 
[0 0 10] 
[ft 5 ] 




[0 0 11] ^fc. ::cOS-CD«^i:H, 1. 2. 3. 

ij>x;^;7^;i.^^^ (I i i 

b) ^M^r^. 
[0 0 12] 
[ft 6] 



«f(}^¥7 - 2 5 8 2 5 0 



4 




>^fc HD--f V4^y'J>X7.5^;Hjf^«: (11 



i^? [0014] 

[ft;?] 




20 [0 0 15] ^COSZXDit^m-V^t. -r>KU>X7.T" 
(I I la) RZfl, 2, 3. 4-5^H^t:H 
n-4^y U >x;^5^;i/^^^j^ (I I I b) ^m^L<. 
^t^. -r>H'J>X7.5^;Ug®^t (I I I a) ^^w\z^ 

[0 0 16] ASti, — (I I a) . (I I b) X 

(I I c) T^^n^cfc-^fc. fissiTfeoT. ^mm 
"f-^mw^iz^ts. ^r^: -is^d i a) xt^ (i i 

b) COAmX'^t. m+ nXt^m+ 1 75<3 7^S5C5SS:-e 
*^OT. 5 73^S7*^Tfe-5« 
30 [0 0 1 7] ^fz. ZTi^N-R^XfiN* (R>') R2 - 
Q-'CTsk'^n^mtU. (I l a) Xti (I I 

. -iS^S: (lib) -CTK^tl^A^T^^. HS7^^>-r*-5 

[0 0 18] A^7i^, -as^ (I I a) TTK^n-S^-g- 
\Z^^^X. ZT^f^N-R^T^^n^fb^i^ (I V a) 
ch, (R» ') R2 . Q- TTK^n-Sfk'&i^ ( I V b) 

ch^^i^KT^o — i^iC (Ila) T^$n'5A^<!::L.T 

5 7bM7 mmi^^m^f^ti. ^wmz\t}:::uoi^rL)[. 

[0 0 19] 

[fk8] 



5 




[0 0 2 0] Amt^—^^ (lib) (I I c) -C 

^^ns^^ti, i^^-rn^b^gTi^tt^^^^a — sss: (i i 
ti-Dxi^^^fj^. — (lie) T^s, 2m(D^mm^ 

^^<S^<h7^^T(.^^. ASt:^^— ffi^ (lib) Xti (I 
I c) TTK^tl^^^ti. XXv";i'Sc^Sf?feS^<h)^'& 

(I I b) Xt^ (I I c) TtiCH2 (h^tS^nTV^ 

[0 0 2 1] Amt^. (lib) -CTK^tl^^-^ 

fC:fel^T, 7!><^?gig^-C7K$n^{h:-&#J (Va) 

N--R^' Q-TTK^n^ib-g-ftJ (Vb) t^mTsk 
-r^o — flS^ (I I b) T^^tl^ASiibXti. 57!; 

1 -y-tf ti£>ij7n [2. 2. 1] ^y^^-ii^s. 1-T-tf 
t:>'iJ7a [3. 2. 1] :t^^)UMmt)m^f^n^. 
[0 0 2 2] 

[{ksi 



(4) $.^Rn¥7 - 2 5 8 2 5 0 

5 



o 




[0 0 2 3] MtC. A^T^^, (lie) TTK^n 

a) N* (R*-) R^ • Q-'C7r:^n^it'^m (V 
20 b) <h$r^j7K-r^o 
[0 0 2.4] 
Ktl 0] 



o 




[0 0 2 5] — (I I c) T-TF^n^ A^ICOI.^ 
T, r i s <h t i:<0ft];i^3(7)^^^:>>;0{t: 1 1 (c^JtkT 
^, r:?&^l (^^^^feffl<hL, 1 7b^'2CD<h^^4^^ti¥i<i: 
1 7&^3(0^#^:&fiVi<hL/z, ^fc. rtstth(D 
?P75^2 co«^=b{t: 1 2 (C, lHl«{c^>j7KT^, A^<hL 

[0 0 2 6] 
5^ [ft 1 1 ] 



7 



r s t 1 



3 0 0 



0 3 0 




[0 0 2 7] 
[<t 1 2 ] 




[0 0 2 8] 3^^BJft:^i^ (I) T-(S. 'S>-1:> 

[0 0 2 9] iail57>^:-':7AiSroi^-f :t>iLT(d:. 



i^m¥7 - 2 5 8 2 5 0 

8 

I 

2 3 



O Co 




>. :7-;!,-^-h (HCOO-) . T-fe:5=— S (CHaC 

00-) . >'□tr^;^i-^, :t=t^-y-u-h. -7□^-h 
-r :*->^dtM{c^tf ens. ^\ay>it^^ ji-y-r;\,t. 

[0 0 3 0] *:Bj,9Bs-ctt. i&mT)u^ji^mii\t, 

3S 1 75S6{gl£DitlIt>cXl±5i-«4*:co7;u^;us$:ic'*-r 

S. -ry:/5^;i.s. sec-y5";US. tert-:r5=- 
t e r t -'<>5^;US, 1 - ^5^;u:7'5^;i'S. 2-^^^^ 



(6) 



^m^7 - 2 5 8 2 50 



10 



1. 2 - vpt5^ju:/^ji.S. 2. 2->?^ 
^;u:/^;us. i. 3 -s^^^^'^UT'^jUS, 2. 3-v 

;U7'^JUS, 2-x^;uy^;us, i, i. 2-h»j> 
5^;uyntfjU^. 1. 2. 2 - h U ;*5'JL':/Dtf;!.s, 
1 -x5^;u- 1 -^f^jwya t:;us, i-x5^ji.-2- 

;<5^;i/S, xf^;us, :/De;us, vyDt^;u3,-:r 

<, ;<5"JUSSa^x^ji/S7i^<i:0$f ^ L<, ^^Jl^mf)^ 10 
[0 0 3 1 ] *5g9^Ttl, R*XliR*';5^ 5S:-B-R^ 

5'1/>S, x^;ux^u>S, >^^5^Jl/X5^l/>S, X 
5^U>S. i/X5";U;<5^l/>S. ^^-tJ-;<^l/>S. ^ 

u >Sco^SiS:7:?n 7!^M 3 coy U >S7&^if? ^ L < , 
p^5'U>SSt>'X5^U>S7&^J:0J?^Lx<. ;<^U>S 

[0 0 3 2] mWiT)V^-Uym\ \tmm&t^2 7bm 

HHb'xU'>S (-CH=CH-) . ya^-U>m 30 

(-CH2CH = CH-) /:/7^xu>s. ^^;i/yp 
^xi/>S. ^5^;uyD^xu>S, v^5^;ufxu> 

D^xi/>S, x-5';uy D'^x u>s, ^4^-trxu> 

^tfeti^, ;in>)cr)S(7?e>"fc., exu>s. yn^x 

[0 0 3 3] r{£iS7;i.=^-- U'>Sj ti, mm^f)^27b 

65(ztix5"xu>s {-CC-) , yDh:xu>s (- 

CH2CC-) . y5^xU>S. pC^;i/:/D exl/> 
^>5^xU>S, ^5';uy5"xU>S, ^4^>/xU 

(-CC-) . t:xU>S^£D^*iH:7i^2 7!jS3cO 

[0 0 3 4] RMl. ^t^dM^^ 1 7iM2<0'&WT'5 
^T^p^S. Xti, :7rcx;us. >t'x;us, 



[0 0 3 5] r^^^aig:^^: l7!^S2^^a^^^•r^^5^• 
s?x;u5. e'J5^>?x;us, tf^->*x;us, 'r>Ku;u 
^:^y'jxjUS, ^yjv^xjl/S, r^iy^i-tfij -JUS, 
;us/^:7^'j i^x;i/S, 1. 2 -^>y-r v^^ifyu 
^-y-^/p [4. 5-b] eus^jus. -rv^zyp 

[5. 4-b] trUv'JUS. --;>y5^Xx;U5^7:i^^tf 

[0 0 3 6] ^^c. Z.n^<D^^am&. :7:iix;U5. 
Ot^xjuS. RC/T^^'^UxjUStl. SMSTS^^ 

i/JUS. xhPS, '>zys. tK^^s. hu/\pyyp^ 

m7Ji^^)l^^:tm. TsJi^y^^JVm. i^m7)V^)V7s)V 
-J^^i^m. X5"U>v?^=t^->S^b<H:7a:x;i.S^ 

[0 0 3 7] r h UAD^y chbTfi, hU 

h U 3— H;^^;US, f/i7npyp^;<^jl/S 
[0 0 3 8] r{£-syjm=^^f>Sj i:UTti, ;<^=^^>' 

xh^'>s, zfuif.^i^^. -1- vyp#=^>-s, y 

VO^^JU^J-^^v-S, t e r t -^>^;U:<r4^*> 
1, 2 -f/^^jUyp:n=^>-S. 1 -X^JU:/P:t^^f> 



(7) 



II 

[0 0 3 9] riSST;ni4^'>:^7;U;J<-;U5j tLT 

e c h4^'>:^;U4<^JUS, t e r t -3^ h^^f/^/u 
S, V^>5^;U:t+->;^;^;J^-;l.S, t e r t -.^> 

[0 0 4 0] rfiSTv-^PSj -tLTti; ^JU^JUS, 
[0 0 4 1] ^i&mT)V^)ly^)Vy ^ <hLT 

x^;i.x;i^:7;t>7^ HS, ynh:ji.x;i^7;r>T 
y ^>T^\^^. ^>^j]^y.)Uyzr>y^\^S. ^=t^5> 



OR*. 



nm^7 - 2 5 8 2 5 0 



12 




* [0 0 4 2] rq£y-^-L<(li^-ffi|S7;U+JU^;t./X 

ynb:;i/;^;uM*^:>f JUS, >^;<^;u;^;w\'^'r ju 

T'^ KS4^7K^Ii^^l73M2fl75^±tB{g:Ja7;i'=^;U 
[0 0 4 3] ^^BJib-gr^ (I) ti, T^^^I^^^^ 

n^'N^S, y-^-ji^m. ■TU-f>^. ?LS. U 

(I) (iTfcSiigj. x^/-JU^(0^^ffiia^S£^^?^CD 
[0 0 4 4] (Sigffi) *%sjft;<&^ (I) m^<D 

[0 0 4 5] 

[^k 1 3 ] 



OR* 




R^* O 
(Vila) 

[0 0 4 6] (^fp, RMi. 7K?S1^^, {giSZJU^^JU 
*^itr£ti, — fiSS (Vila) "CTj^^n-B-f > H U ;U 

^t-^i^^ilTt-r^CchiCjzO. (V I I b) XTfk 

^ti^o K'Jx;^^t:^#J^^#^Sig-c'fe-5, i^Ki^. 

ti. >}<OJHt'^^ (Vila) ^atiK^^^ETt'^fett 
S??eET, ;>^:$^y— X:$'y-jU^coz;u=i-;u4'il 



r"* O 

(Vllb) 

[0 0 4 7] 7i<.m<tRfL>(DmmtLXItt. /^^z^OA. 

[0 0 4 8] m—sim 

[0 0 4 9] 

[{k 1 4 ] 



(8) 



7-258250 



13 



14 




OR* 



[0 0 5 0] (iCI^, QMifiJiBf: 
[0 0 5 1] N-^ 

Mt^^ (X) <i:^^S1^^g«E4^ 
.[0 0 5 2] ^Stt?g«£<i:LTtl 




OR'* 





^Tti. — «^ (V I 

{-Ku—m.^ (IX) 
<h s CD ^ > 

o 

<9H2)p 



5^? 




'KT^ F (DMF) , >^;<5';U7-tr K/^h^^ 
;}^>l^A,• CSm-ffc^^g, 5^h^tHD>^^> (THF) , 
KX^JU. ^>-tf>. h;i^X>. Z-fehXh'JJW, 

^ ju x K c n e cDg'&^at;:^^^ frf ^ n ^ , 

[0 0 5 3] ^HS^fe 
[0 0 5 4] 

[it: 1 5 ] 

p 

<9H2)p 



(XI) 



HO R* 

(XII) 





OR* 



(CHj), 



[0 0 5 5] 

xx^jU3SfeK;rxT^^- -1^5^ (XI) -e 
7K$n^ffc:^#i^-^cD^;£;>^ff£:M(7)— ilSS: (x i i ) T 



5i? 



[0 0 5 6] flft«tSQ- <h UTti, y\ny>m 



(9) 



15 



^HpHFi^y - 2 5 8 2 5 0 



16 




OH 



* [0 0 5 7] ^rasrs 

[0 0 5 8] 
[ftl 6] 



(CHJ 



{XIII) 



HO 

(XII) 





<CH2);'^n= 



[0 0 5 9] 

^^■r^o ) 

^Kmt.. KfbS^STfeO, (X I I I) T 

[0 0 6 0] <t^m:xmm:^ )Uytt>m(oii^^i^^m^n 



^T^co/I^^^Ff ^ Lin 
[0 0 6 1 ] ^Ac, fflt^^bn^;^;i/7j^>g?CD^i£;ftSS« 

A, j^ffi-:^ h U -i^A, jg^S?;^ U r^^A^coiiflgJes, 

[0 0 6 2] mS^ffi . 
^[0 0 6 3] 
[ft 1 7 ] 




N— CHa— R<- 



[0 0 6 4] A' ^ti, A^4^Z^^NHTS>-5 

[0 0 6 5] ^KiiSti, *%e^{b'&4Si4^A^C75y^> 
^^2ffi-c$.2.{t;'&ife CI a) ^^-T)V^Mtf^^^y.\:i. 



5£? 



( I b) Xtl ( I c) ^?fat)CD-C&-5, ASffiti. ^ 

ffi(DN-y;u^;Wh:s^c:;-r^^, {fc^4^i (I a) ii-r-co 

K^<^tL-^(DT }]^^M\:m (XIV) 

[ 0 0 6 6] BSffi^i. flaTKffi^SCx-rS-a. 

(I a) ch^coj^fS^^fpMcOTjU^'t: H (XV) <hil7n 



(10) 



4#(]fl¥7 - 2 5 8 2 5 0 



17 



18 



a) t't(DR^^n^^m.<Di^'^^ (XV) («?qA 




* T* ^ it -5 C <h <J; 0 ff o T tj <t n 

[0 0 6 71 SASJffi 
[0 0 6 81 
[ft 1 8 1 




(la) 



(XVI) 



[0 0 6 91 (S:*. A* pS:i;^qflSaS5c^Sft^ 

w-r^o ) 

it^m (I a) <£:N-:7x-;wt;5jC^-&T. :7x-;u 



-5, (la) 



3 ( I d) ^#^=t)COT* 



(Id) 

^7 'J-;Uf;^.AX^> (XVI) ^^i^t?uu:^^>m 

[0 0 7 01 ^7S& 
[0 0 7 11 



[^k 1 9 1 




p. q 



no) 



[0 0 7 21 (^4^, 
CDiic(*^^t-^o ) 

*:Saitffiti. *^B^fl:^^ + A^C07^>7:i^'Xti2giX 
f^3S^7^ >Tfe-2>{b^1^ (I ey^n-7)V^M\:K 
i^>^\Z^y) AEiT>=^::^^Mt^^ (I f) ^?t^=bcOT 
fe^o Cd-r, ft'&il^ (I e) cfcti, — (IV 
a) , (Va) 'BlXJ^ (V I a) Ttt^ $ nsifc'&i^ C'^ 
t.^ ^b-^ife (If) ^t^. —m^ (iVb) . (Vb) 
S.^ (V I b) Ttk^ n<b{t:'&ife^£ 1/^-5) • 

[0 0 7 31 it^^ { I e ) <h^(7)^i^::^f5 

StDTJU^JHl^JPJ (XVI I) h^iy^^'^JU^Ji^/xY^ 

[0 0 7 41 (-^OfficoKsSffi) ^^mit^^^Am(D 
ffirti, Ri75i^^-B-R^T^$n^S-r$>^*:^9^<b 



(XVII) 



00 

5^7 't^^- B -R^T^^n^s-cfe^^^Bjft-^^^^aE 

[ 0 0 7 51 2js:^^{t:^4^4»R^;5^Z^ y >^xx;US"C 

^ 4^ t;ifS^ ti^ AS rt ^ Fl ^ (Cia ST <b C IC «t: 
[0 0 7 61 c:cDJ;^lcLT5Jji^nfc*SB^fb^4*l 



(11) 



19 . 

[0 0 7 7], 

[0 0 7 8] mz. :^f^mt'^mt. 'L-mm\zn^-ri> 



t$[)a¥ 7-258250 



[0 0 7 9] *^iq{k^ife<7DA;?,;«J ij >M3§^^ICjt=f 

[0 0 8 0] AX* 'J >^^<^m^i±u^ 

a. ^^2ji:rosgS 

*^ffi2 0 0 gd>e. 3 5 0 gSfgO Wistar ?^SH±^«:/ h 
(B*SLC) -bM^^UmTmtimtii 
L, se^firoiOOmM :S{fc;:^hU'i'A. 1 OmM 
*|{k-7i/'t->'i7A$:-g-tr2 OmM HEPESA-;/:? 
. T- (pH7. 5. £ATHEPESyN--y:7T — <hBS) S: 

LtzWi- 5 0, OOOXg, 4rTl 05i-PBl@S-L.^»S?f 
S-frti, ^®^HE P E Sy'C'y-^y' — IC!®jSc?-&, Mt/ 
5 0, OOOXg. 4TC7:' 1 Oi}-p=1SS'L>^i-fii^fTo 
rc. C:ro?tSi£:HEPES/'\'-y77-tC!gjS$-B-T-8 

[0 0 8 1] b. AT.tJVyUi^^i^'^'^UI^ 
Doods^(r>:^fi (J. Pharmacol. Exp. Ther. , 242. 257, 

1987.) ^r&SLTff-^fc. :kllSi&nmi^^. V H] 
-trU'>-tifcf> (Pirenzepine) *5<fcZJfSMft;^#l€' 
0. 5m 1 (OHE P E S;N'-y77 — *-t?2 St:. 4 5 ^J- 
Tol-f >4^a.'^— h LTtf^, 5m 1 ©HE P E S/N*-v7r 
-<&ijnx.T;tf7X7^;U:J'— (Wh a tman GF/ 
B) TK^IiSiiL. 5 m I COHE P E S/\*-;/ 77— -C 3 

rt. ^%mit-^^cDAx:h^j >MiS:^mzn-r^m^ 

Cheng and Prusoff (Biochea. Pharmacol.. 22. 

3099. 1973) (-S£t5T, SIS U > Kt$)-5 [^H] - 
tfU>-t!:t:>£0^#i& 5 0 SStIIlS|-r-5SSIfb^!»!ICDS 
K (iCso) J;O^J±iL:tS?as^& (Ki) -t?;fii6/c. 

[0 0 8 2] c. A:;^* ij >M2§$<$:ig 



HI«*:<hLT'6IKB3ffi:^. 'J > H i: Lx H] 
- + 7 5"J>^-JU ^>i;u— h (quinuclidinyl bcnz 
ilale) €-fflO^;t[l!l«. ±12 b WAX* 'J >Mi 

d. AX*U>Ma§^^ite^2SS^ 
ffiie;*,t LT^TBSlBStS*. Sia 'J * > K .t LT 
[>H] -N->5^;UXn/t;^5 > (N-methylscopolara! 
ne) Srffltifeftljtt, ±12 b W AX * U >Mi S^^^fe^ 

[0083] AX* >J >§^^^^^^;liCg^ 
a. AX*'J>M2§gf^SotaS!fe 



Harlley?^^14^;i.qEy h i D -C^M^Mfct!?*. 
v^xx'gt-sgSLS^JKagTtcttSiSt^fESLfc. S- 

^ffl^J:D^-y-^3-;K73 5 0%t^fllRf^ffligS (ECso 
ffl) ^•*4675:. -ft:-§-#ilf??ffiTC)EC5oM (n>|-D — 

Xff'f'fCilDAT, |5l^fC-fk-§-#I???ET®E CsoM^*46 
^ fc. S-<fc;-§-#J??ffiTTOECsoM<fc=i>hD— ;Ucr)EC 
sofit<i;OS^{'^fflffl^W*:^^©j*i (dose-ratio) ^-^ 
tiiL. Schildplot izmmL. p A2 m^ikittz. 
[0 0 8 4] b. AX*U>M3 ^^<$imtnum 

HartleyJSa*)U^ h$flaifilS5E$-ti-. f§.f&^^r)m 

j#TS. flitt9 5%02 /'5%C02 i£®^Ufc^''r 
a— KjS^-g-trf— * — cD^ffc. ^tpfsrtHlTl^^'-i' □— K 

50 -r □— K}S?&Atlfc*5X->-\' — UCflgi£-*5#. 3~4 

tt. 9 5%02 /5%CO: €:S^Lfc5"r n- K?« 
(3 7*C) <£-^tr 1 Om 1 O^i/XXiSt-igML. 1. 
0 g05I:^i&m?STL7t. ^^UfctC15-C.. 5 X 1 0-' 

#l?£^*-r-5. c:n$:4~5lE]SiD3SU, iKSgrotf— i7 

[0 0 8 5] -^-roffe. 3>hD— ;i/tLT, 7-lr5";Un 
'J >^Sfg^inLT-€-^-?-*nro3iSS:Pg (i 0-'~i 0 

KfS-C^g|$4[5lfii5fef^U. ^^Lrc^, it-^<^^&^ 

-5. PA2 H Schild plot »CJ;0^«6fc. 

[0 0 8 6] ^JU=E-y htSHHm.'S 
Hartley JSSI^rJl^^: -y K ^, flttifiigc5E^-fr. PSSHS^-i- 
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v>/3;?;^f6tCSWffiL. 1. 0 gCO'jS:^?:^WLfc. 3 0 

3 O^i'^fcyjJU/Xn — ;u ( 1 0-^- 1 O-'M) ^ 
S«?5J!jn-r^o pA: Schild Plot tCctO*3^)/io 
[0 0 8 7] *%B;^{t^ig5X{i-^c;pitco iaxU2a£i 

[0 0 8 8] S#ti^SFK A?fiK :^7y-t:;^?PJ. fSSS^J. 

^, 

[0 0 8 9] 

[*;^^j] Ji^±. *^s^{b^4^:s^t^^(7)S3gffitc^i.^T 
[0 0 9 0] m^m 1 ) 

[0 0 9 1] 
.[{k2 0] 




[0 0 9 2] x^;u 1 -:7 jc-;u-<> K— ^w- 2 

JL-^J^^i/l/— h 1 . 0 6 gCO;<^y — ;Ufg?^2 5m 1 fC 
T;Uz/>gl5f[T. *:?f?t:iT^i^^^'>t>A0, 19g^tfa 

^^JSS 1 2m I tca^, T>^-T7KTpH9 <hb^c 

^Xf^;U=4 0 : 1 — 20 : 1) TlSK-r ^ C tc cfc 
0, 1 -:7ai- jU-f > K U >- 2 -:^;U7!<^f> 

[0 0 9 3] nm^^m (mXz) : 2 5 3 (M*) 
Sfl5g#^P^X^^NJU (CDC I3. TMSf^g8« 
2p) : 

5:3. 20 (IH, d d . J=5. 9, 14. 4H 



(12) $#[}fl?F7 - 2 5 8 2 5 0 
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z). 3. 6 0 (IH. dd. J = 10. 2. 14. 4 
Hz). 3. 71 (3H. s) . 4. 80 (IH. d 
d. J=5. 9. 10. 2Mz). 6. 7-7. 5 (9 
H, m) o 

[0 0 9 4] 1 chFIfilfCbT, y.T<D^^M2(D 

[0 0 9 5] mnm2) 

[0 0 9 6] 
Ut2 1] 



i6? 




[0 0 9 7] 1 -^>>^;u-f > K 'J >- 2 

it? SS^^WiB (m/z) : 2 6 7 (MO* 

:K^^*RS7.^^ (CDC I3. TMS^SBS 

m : 

(5:3. 18 (IH. dd, J=7. 9. 15. 9H 
z) . 3. 37 (IH, dd, J = 10. 0, 15. 9 
Hz), 3. 66 (3H, s) , 4. 25 (IH. d 
d, J = 7, 9. 1 0, OHz). 4. 31 (1 H. 
d. J==15, 3Hz) . 4. 50 (IH. d. J = l 
5. 3Hz). 6. 44 (IH. d. J=7. 9H 
z) . 6. 67 (IH. dd. J=7. 3. 7. 9H 
30 z). 7. 0-7. 05 (2 H. m). 7. 2-7, 4 
(5H. m) - 

[0 0 9 8] m^m 3 ) 

[0 0 9 9] 
[^t:2 2] 



40 




[0100] 1. 2. 3. 4-5^h^fc:HD- 

U > - 2 -:tj;U3f>4^'>U— h2. Ogcos^^nnx 
5'>Sf^;c,. h U :7icX;Hf7.A5^>5. 5 3gS.tXg^ 
SE^— fSO. 9 5g^JjDA, 2KJr«1j[n]|Wiilnf£Lrc?£, &^ 

mw^zimo. 9 5 g^jp^, Mtc8 ot:tcT5 HTpimit 

Ai7PVhi?^^7^- ('\4^-t^>/ftKx^jl.= 1 0/ 
5£? 1) -CSfSJL. 1. 2. 3. 4--^h^t:KD 



\ 



(13) 
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3 g ^m&miK^t LxWffz. 

[0101] 

SM^WM (F AB. rnXz) : 2 6 7 (M-) 
mm^.^m7.^C^ (CDC l3, TMSf^gSIS 

m : 

6 :2. 2-2. 4 (2H. m), 2. 8-2. 9 (2 

H, m) . 3. 6 5 (3 H, s) . 4. 4 8 (1 H, 

I. 3=4, 4Hz) . 6. 5-6. 7 (2H, m) . 
6. 8 - 7. 4 ( 1 OH. m) 

nmm i ji/S 3 T^#6n;t^t;^^ft^c7D«^lii^>&^ 1 {ZTfk 

To 
[0 10 2] 

[«1] 



7-25825 0 





2^ 



*[0103] mmmi) :>^^JU 1 -:7ai-;u^> K 
';>-2-;^7;U;t<^>^U-hO. 55g. 
>?y-;UO. 3 e.gco K;Ux>as!iS?&*2 Om ! iZTJi^zf 
>m.mT. 7K5Sft:^h'J'^AO. 0 2g^&J!ra^. ±0^.^ 

^^'^ y-j\^^^^^utf^i^2mr^mfSkmmLrz. sisfs 

ml(cS«L, 4«^Jg{t:7}c?S-f/:t^-t^>®jSl m 1 
^Ji^^^^W^^BT^:it\Z^K>. 3 -^p?^7 u i 

0 . 1 6 g ^|#7^Ce 

[0104]S$.'S 2 0 1 -2 0 3t: (dec.)E 
t OH-E t20 

TC^^J^tffM (C22H2SN2O2C I • 0. 2H20i:L 
T) 



(Ufa) 



-CH2- 



A 131 



H C 1 



HOjcr 



30 



H c 1 



C (%) H (%) 
H^M 68.01 6.59 
67.94 6,41 

^M^j 1 LT. ^y.T(Dmmm2<Dit'^!^^'i^^ 

[0 10 5] imS&m2) 3- + j5/7<j>;-;u 1 
>'>';U-r>K'J>-2-:tr>IU:J^4^'>U-h • T^^JU^ifi 

j^^Kt^ife; : 1 --N:>i/;K > K U >- 2 

1 4 1 - 1 4 3t; E t OH 
TCs^^ttffM (C27H30N2O6 -0. 2 5H2 0i:LT) 



N (%) CI (%) 
7.21 9.13 
7,19 9.46 

C (%) H (%) N (%) 
67.14 5,36 5,80 
^Wtm 67,14 6,44 5.66 
(^SSW3) X5^;u 1 -:7aixji/-r > H U >- 2 
^U^^vr- U— hS:t/;<5^;U 1 -:7n:-;u-r > H U >- 
2 -tUl^TTs^i^U— h (5 : 3 fg-^ifei) 16. 1 g CTD 
h;UX> 2 0 0ml 1 -^>>?Jl/- 4 - bf^U 

5d? >?y-ji. 1 2 4 g2fer>'7}<?^ft::hsijr>AO. 2 4 6 g 



(14) 



nm^7 - 2 5 8 2 5 0 
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(aia:ftlt7K3 0 0ml ^MA.SfBkx.^Ji^'VtAtiiL 

ATKi^Lfc^, mi^^Ms^m^L. n^tiTzmm^i^ 
4 - 1:^ 'J >?;i/ 1 - X - ju^ > K u >- 2 - * ;uit^ 

^2. 0 gTf>'^anx5'>2 Om 1 tcS^U. ^iST 
T 1 - ^ n D di^;Pp^— Si. 6ml ^?gT 

C (%) H (%) 
31^fil 65: 27 6. 51 
li^M 66. 51 6. 45 

^ 3 tr^-r* 

[0107] 
[^2] 



7g^^^y-ju2 om 1 —^m^Mmi^ti 

1 -:7xx;u-r>h*'J >-2-;^JU>-t^^xU'-h • i^SE 
«^aiSS«5^UT?#y^::. dtl^T-t hx h UJU-x^' 

aix;u^ > K U >- 2 -:^;i/#4^->i/- h • Jg^EifiO. 
5 0 g^Mfe)SSibTi#fco 
[0106]Si.«S 1 9 3 - 1 9 5t: CH3CN 
10 5TC3S53^tfTiS (C20 H23 N2 O2 C 1 • 0. 2H:0<hL 
* T) 

N (%) CI (%) 
7.73 9.78 
7. 78 10. 10 



20 




30 



40 









4 




H C 1 


5 




COaH 


6 




2 H C 1 


7 




H C 1 


8 




H C 1 


9 







[0 10 8] 



(15) 



4* fI3¥ 7-258250 



27 



28 



^^ 


R3 




1 0 




H C I 


I 1 




. H.C 1 


1 2 




CO2H 
CO^K 


1 3 




H C 1 


1 4 




2 H C I 


1 5 




2 H C 1 


1 6 




CO2H 
2 - 1 
COjH 



C (%) 
65. 99 
65. 92 
571^1 



* [0 10 9] (Sj5S^14) 4-t:^'j'>->ii. i-:7jc- 

^U-f > K U >- 2 -:^>/l/4^^£/U'- K . ^^JgO. 5 0 
gC0v^DDX5'>l Om Iffif^fiKfC, 7;Ur^>SCcS-f 
^Sirx, 3 -5'^:7x>*;i//N'jU5r t h 0. 12m 

h 'J r:7A7KgfK^Jn;i, ^Pn:J^;UA-Ci4thlLrco 

9 7/3) -C*gST^:i<h(CcJ: 0, 1- (3-5^-;b) 
- 4 - t:^ U >?;u 1 - 37 z:;w > H U >- 2 -;^7 

7K4-'>u-ho. 5 5 g^m^m^m^LTmz. 1- 
(3-7^-;U) -4-t:^u>^;u i-:7a:-;K>K 
U >- 2 -;^;i/;J^^i>l/- KO. 5 5 g ^X;?' y -;n . 
0 m 1 \z^M 4 ^^t£{t:7tc^coitgx5^;i.f§?^ 0 .' 
5 0ml ^Mt.. Sj^^®JES£LT#enAc^fi@^^ 
^7ir hxhU;i.;i^^S^a^at-^c:<htcJ:0. 1- (3 
-5=-x;u) -4-h:^U->*;u - 1 - >^a:x;K> H U > 

iic? - 2-:bj\^r^=^'>iy'-h * mmmo. 32g^^fe^^a 

[0 110]!$,'^, 204-207t: CH3CN 

■Tcm^&Vim (C2SH27N2O2 SCI) 



H (%) 
5. 98 
5.91 
1 2 CDfbl 



14 if^^tzLT. 1^TC0§ 

[0 111] mmms) i-yj\^y^j)u-4~\^^^j 

z^JU 1 - ^^aix^Iz-o K u >- 2 -:^;U7K4^f>U— h 

i^,^ 207-208'C CH3OH 

C (%) H (%) 
65. 84 5, 73 

makm 65,46 5,73 

(HJS^IG) 1- (2 - kf'J £/;U>5'JU) 

C (%) 



N (%) S (%) C 1 (%) 
6.16 7.05 7.79 

6.16 7.23 7.93 

1 -yji.zijV'i' > HU >- 2 -:^;jl/7j^=^f>u— h 

2 ^§ 

4£> Mj^ lie-llSr CH3CN-i-Pr20 
rc^^Vfm (C26H29N2O2 C 1 •H2 0tLT) 



N (96) 
5. 69 
5,61 

4-t:^'J 
H (%) 



^i^M 61,91 



6.19 



N (%) 
8. 33 



C 1 (%) 
14.06 



(16) 



-2 5 8 2 5 0 
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62. 23 

njl-f > K U >- 2 -tfJi^^^^->i^- h 

C (%) 
3?il^ffl 71, 51 

m^m 71.81 

(llfiS«sj8) 1 - (3 --hD^>>?;U) 



5.92 

1 -yx 



H (%) 
6. 56 
6.51 



0. 2 5 I-h 0<h L 



8. 36 13. 98 

190-192t: CHaCN 
TL^^mm (C21H29N2O2C I 
* T) 

N (%) CI (%) . 
6. 18 7. 82 

6.25 7.82 

^M.^ 177-183t: CHiCN-i-PrzO 
7C3^53^&ffii (C27H2S NjO. C 1 • 0. 2 5H20<LL 
T) 



C (%■) H (%) 
■ Ss^M 65.06 5.76 . 
H^ffi 65.23 5.70 

inmms) 1^ (4-- hD^>>;;V') 

>f;l/ 1 -37 jc-JU-r > K U >- 2 -;^>ll.#^S^U— K 

Bi.^C 12 7-1 3 ox: CH3OH-CH3CN 
Tim^mm (C27H27N3O4 <hLT) 

C (9^) H i%) N (3^) 
aaiffi 70.88 5.95 9,18 

mfstm 70. &4 5.95 9.20 

i^m^i 10) 1 - (3 



N (%) 

8.43 
8.37 



C i (%) 
7.11 
7.25 

h • 

.15,^ 2 0 4-2 0 9t: (iJ^iS) EtOH-Et20 
Tcs^^i^tfrfil (C27H29N2O3C 1 • P- 1 SHiOLL 
20 T) 



C (%) 
i^M 69. 34 
69.17 



-4 

H {%) N (%) 

6. 31 5. 99 

6. 25 5. 99 



•J: 
h 



11)1- 



(4 -^^;b^>>?;u) -4-h:^ 



C 1 (%) - 

7.58 
7.88 

^WMit-^^ : 4 -p^5"Jl/^>X7;^^t: F 
g$^^ 1 8 4.-_l 8,6.*C_.E t OH-E tzO... 
-ir 7t:3^^3't?fM (C28H31 N2O2 C 1 <i:bT) 
N (%) CI (%) 

6.05 7.66 

6.06 7.67 

(3-i:7nn^>i;jl/) -4-e^ 114-11-8X: CHa CN- i -P riO 

;K>HU>-2-:^;1/4^4^>'U- 5r^»tffM (C29 H29 N: C I * 0 . 2 SH^OiiU 

T) 



C (%) 
72.63 
72. 52 



H (%) 
6.75 
6,82 



(nm^ji 2) 1 

C (%) H (%) N (%) 

ils^M 64.32 5.49 5.17 

64.21 5.45 5.09 

{^mmiz) 4-t:-^'j>^;u i-yac-;K>Ku 4^? 

>- 2 h • ta@j«0. 5 0g. 

3 8 gCOT-tr h- hrj;|^3gj^f^l 5m 1 ICS 

->^5=-;u^>i/;uyn^ H 0. 2 4g^S5Tb. ^i^n 

T2 0fr*r«1M}^Lrc:. ^l^m^l^^i.. S«^2I?EETS 

:7w'- (^□n7^:;l.A/^>c^y-;i.= 5 0/1) t^l^S 
T^CiitCctO, 1- (3 -;<5^;U^>S^jU) -4-e 

^'J 1 -:7ar -;b-r > H U >- 2 

-hO. 5 4 g^g(iSfe?l&ttifei:UTt#Aco Ctl^&X^ 

C (%) H (%) N (%) 



C I (%) 
6. 55 
6.89 

y-;U2 Cm 1 IC^^U. 4«^JS{t*^->?^4^-!t> 
Jgj^O. 4inl$:J!jn^, fg!«^®E£Ta^ ^#e)nfc 
H^^^X:$'/-JU-X-^;l';5^^Sitg^L. 1- (3- 
;><^>|^^>'>•;^) -4-t:^'j>^;u 1 -:7 3i-;i/-f > 
H 'J >- 2 -;/j;P:J<^>'U'- h . jge^j^o. 4lg^M 

[0 112] 

S£.^ 1 9 4 - 1 9 6X: EtOH-EtjO 
tE^^^^^StM (C28H31N2O2C 1 (hLT) 

C I (%) 



(17) 



31 

gififflM 72.63 6.75 
I^^M 72. 38 6. 82 

>- 2 -ttJlif^^iri^l^- h • ^SJ^O. 5 0 u'BLU^m, 
tl^J'yAO. 3 8 g<Di^^5^;U;J^;UA7^ KffifflrK 1 5 
m 1 \z. 5 -^7DnpC5^ju-N- h 'J 5^;U^ >X'r ^ 5^ 

/-;U=5 0/1) TSSl^-SCifCJ:^, 1- (N- 

m^mwi^tzm. ssTsagufc. ^^tt-gsfa^K^h 

C (%) H (%) 
. 3S|i^M 61.02 6.07 
ll^fiS 61. 27 5. 83 

(^mmis) 1- (3 hD^>>?;u) 

K 0. 6 3 g^7^^y-;U3 Om ncfg^SL. 

siS€:i^EES*L, m^tifzmm^ 

^^^->'^=9 7/3) TfgST-SCchfCckO. 1- 
(3 -T ^ y ^>zyjl) - 4 - hf^^JzyJi^ l~~y:sLZL 
;U'1'>K'J>-2-;^;l.4^+v-U-hO. 13g:^^iJ$^ 

[0 114] 1 - (3 -Z^ y ^>>?;i/) - 4 - hf^'J 
>^;u 1 - :7:i: > H 'J > - 2 -;^;U;t^4^i/ U- 

C (%) H (%) 
SUfii 63.65 6.33 
63.48 6.12 

mmmi stmrnzi^x. i^ATcommmi emt^^^^ 
ntz. 

[0116] {^mm 16) 1- (4-z^y^>i^ 

M -4-e^'Jf>-;u 1 - > K U >- 2 - 

W^mt-^^ : 1- (4 hD-;>-:^;U) _4_t^^,j 
v^JU 1 -7x-;U'f > K'J >- 2 h 
Mi.-S 108-112t; CH^CN 
7C5??5^WM (Cat H33 Oio • 0. 2 5 H: Oi LT) 
C (%) H (%) N (9^) 

60. 83 5. 52 6. 86 

60.84 5.36 6.85 



- 2 5 8 2 5 0 



6.05 7,66 
6. 00 7. 70 

^, sist^i^/iTS^L, n^titzmm^i^^jti'fjiti 

10/1) Tfilffi-r^e:<hicJ;D. 1- (ih-a:>x 
5 5 — r;u^^;w -4-tf^'j>^;u i 

^l-t' >K'J>-2-A>lU-:J^4^'>U-hO. 4 9 
g^*,eratt1^<i:LTf#fc. dti^^x^ y -;n 0 m 1 
i^? 4^:£jS§?-£x:;f4^-tf>?gfgo. 9 m 1 ^iJD 

MJ£Tmm^^^Lrz. ^7S^x^y-;u-x-5- 

cfcD, 1- (iH--;>X'f ^i/y-;u-5-'Y;u^^ 

;U) -4-e^'J>^;U 1 - >'ac:x;U^> K 'J >- 2 - 

t}ju7n^iyu-h'2mmmo, 2 0g^^e^^<hL 

[OllSJSi.S 168-170t: EtOH 
TC^^i-tfffli (CzrHaoN^OjC I 2 • HzOtLT) 
N (%) CI (%) 
10.54 13.34 
10. 23 12. 97 

^0. 1 3 g^^^^'y-JH Om MI^^L, 4m^&t 

^m(Dmmx.^)i^m}&o, 3m\ ^m?itzm. mm^M 
&m£Lxn^tirzmn^mi^^T± kx n u ju-j:^ 
y-;^7:>^e>ss^*r^:ittc<i:o. i- (3-T^y^ 
>f^;u) -4-if-<u>?;i. i-:7icx;k>[<ij>_ 

-2-;^;U7jf4^i/U-h • 2:g^:g0. 1 0 g 
[0 115] 

SO ■1 6 7 - 1 7 3'C CH^CN-EtOH 

Tcm^mm (C27H31N3O2C I2 • 0. suzotiy 

T) 




(l^jKfi^iJ 1 7 ) 
[0 117] 



5(9 



COOH 



HOOC 
3. 4-5"h^h:Kn- 
-:^;u;fx=^fyu— ho. 23 
g, 3 -=^^ ^ ij i/y-;uo. 1 6 g(7) h;ux>fg?^ 1 
Om I \zy)Uz3>^mT. Ti^mt^ h O I:. 1 Omg€: 

fz. ^mm^^iEL^x^n^Lfzm. mm^mTi^^m^^ 



[0 118] y5^;u 1, 2. 
1 - yjL-)U^y ij >- 2 



33 

= 2 0/1— 1 0/1) TttSL, 3-^JC^'Jv-;i/ 
1. 2 , 3. 4 t Ha- 1 -:7x— JU^^yj 
>- 2 -;^;i'#^*>U-h 0. 2 7g€:^f^c, CCD^C^?' 

-SC^tCctO, 2-^J^i;^)z^ZL}\. 1, 2, 3, 4- 
T^h^t Hd - l->'3:X;l/4^y u>-2-*;v:J^4^v 

[0 119] 

160-162t: EtOH-EtzO 

C {%) H W N {%) 
65,31 6.50 5.64 
mSk^ 65.40 . 6,13 5.58 

[0 12 0] 
[{t2 4] 




[0 12 1] 3 -=^^J^i7 >J >?-;i/ 1- >^a:x;i.-r >K 
U >- 2-;t7JU7}^4^>'l/— h 0. 80g(7)2-y:$'y 



(18) *#I}fl¥7 - 2 5 8 2 5 0 

> 1 Om 1 ^ji5(C3'^ft:;<^JU0. 15ml ^m?L. ^ 
atCT— tftltltU^, Sf£;ffi(C>^X5^JUX-5^;U5m I 

Tftf^f ^Ci:lC<tO. l-X5^>lU-^3- [ [ (1-37 
* xx;u- 2 > KUxjU) :^j;u;f^x;u] zt^^v'] 

^'Jxr>A 3->?K0. 6 8 g$:|SSfeT^:;U7'T:^ 

[0 12 2] Sm^J^WM (FARMS (Pos. ) . 
m/z) 3 6 3 (M-) 
i<3 n^Wm^T.^CP h)V max(KBr)cm-» : 1 7 4 6. 1 5 
04, 1184, 748 

h;u (DMS0-d6. TMSl^SSS^) 
<5:1. 52-2. 00 (4H, m). 2. 12. 2. 
21 (IH. SX2), 2. 94. 2. 95 (3H. s 
X2). 3. 07-3. 20 (IH. m). 3. 20- 
3. 52 (5H. m). 3. 54-3. 67 (IH. 
m), 3. 83 (IH. t. J = llHz), 5. 00 
-5. 15 (2H. m). 6. 72-6. 80 (IH. 
m) , 6, 9 8 - 7. 4 2 (8 H. m) 

20 urf<omi^m 1 - 1 1-57 -cti. ±^^(DmMmh 

4 8 ^mm 1 7 t.m^(D&jt^x-mm^ti^. 
^mm 1-51, 1-52, i^zs^mm i - 5 e 11 
mm 1 8 hm^(DjL\tmm'r^Tj\^^Mmfc^'x^m7t'^ 

[0 12 3] 
[^4] 

30 



^19) 7-258250 
3S 36 
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